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chain nodes : 

6 7 8 9 11 12 13 

ring nodes : 
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chain bonds : 

1-8 2-6 6-7 8-9 8-11 11-12 11-13 

ring bonds : 
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AB Enantiomerically pure (-)- and (+)-7- (tert-butoxycarbonyl) -S, 6-exo- 

iaopropylidenedioxy-7-azabicyclo[2.2. 1 ) heptan-2-ones, I and II, resp., 
were prepared I and II were converted into D- and 

L-2, 3-trans-3, 4-cis-4, 5- 

trans-N- (tert-butoxycarbonyl) -5-hydroxymethyl-3, 4- 

isopropylidenedioxyprolines. III and IV, resp. Applying the Boc and Fraoc 
strategies of peptide synthesis, these compds. were used to construct two 
tripeptides. For example, III was incorporated into peptide synthesis to 
give tripeptide v. 
IT 726192-28-5P 
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AB The present invention relates a method for re-sensitizing vancomycin 
resistant Gram-pos. bacteria in which resistance results from the 
conversion of an amide bond to an ester bond in the cell wall peptide 
precursors of the bacteria which comprises using an antibacterial amount 

of 

vancomycin or a horaolog of vancomycin and an amount of an agent 
effective to 

selectively cleave the ester bond to thereby re-sensitize vancomycin 
resistant bacteria. 
IT 516012-31-2 

RL: PAC (Pharmacological activity); THU (Therapeutic use); BIOL 
(Biological study); USES (Uses) 

(re-sensitizing vancomycin resistant Gram-pos. bacteria using agents 
which selectively cleave ester bond of D-Ala-D-Lac cell wall 
depsipeptide) 
RN 518012-31-2 CAPLUS 

CN 2-Pyrrolidinemethanol, 1- I (2S) -2-amino-l-oxopropylJ -, (2S)- (9CI) (CA 
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Selective cleavage of D-Ala-D-Lac by small molecules: 
re-sensitizing resistant bacteria to vancomycin 
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Department of Chemistry, Columbia University, New 
York, NY, 10027, USA 

Science (Washington, DC, United States) (2001), 
293(5534), 1484-1487 
CODEN: SCIEAS; ISSN: 0036-8075 

American Association for the Advancement of Science 
Journal 
English 

Pathogenic enterococci are becoming resistant to currently available 
antibiotics, including vancomycin, the drug of last resort for Gram-pos. 
infections. Enterococci pose a significant public health threat, not 
least because of the risk of transferring vancomycin resistance to the 
ubiquitous Staphylococcus aureus. Vancomycin resistance is manifested by 
cell wall peptidoglycan precursors with altered termini that cannot bind 
the antibiotic. Small raols. with well-oriented nucleophile-electrophile 
assembly and complementary chirality to the peptidoglycan termini were 
identified as catalytic and selective cleavers of the peptidoglycan 
precursor depsipeptide. These raols. were tested in combination with 
vancomycin and were found to re-sensitize vancoraycin-resistant bacteria 

to 

the antibiotic. 
IT 376643-19-5 

RL: BSU (Biological study, unclassified) 
(Biological study) ; USES (Uses) 

(selective cleavage of D-Ala-D-Lac by small mo la 
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CN 2-Pyrrolidinemethanol, 1- | (2R) -2-amino-l-oxopropyl] 
INDEX NAME ) 
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Studies on hecerosugars. Part II. Synthesis of 
2, 4 -diaau.no- 2, 4-dideoxy-L-arabinose derivatives 
(prumycin derivatives) 

Hsegawa, Akira; Sakurai, Tooru; Kiso, Makoto 
Dep. Agric. Chem. , Gifu Univ., Gifu, Japan 
Agricultural and Biological Chemistry (1978), 42(1), 
153-8 

CODEN: ABC HA 6; ISSN : 0002-13 69 

Journal 
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NH 2 



AB 2, 4-Diamino-2, 4-dideoxy-L-arabinose derivs. were prepared from benzyl 
2- (benzyloxycarbonyl)amino-2-deoxy-B-D-glucofuranosido by a series of 
known reactions. Among the compds. prepared is furanoid prumycin I. 

IT 66167-01-9P 

RL: RCT (Reactant) ; SPN (Synthetic preparation); PREP (Preparation); RACT 

(Reactant or reagent) 

(preparation and catalytic hydrogenolysis of) 
RN 66167-01-9 CAPLUS 
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[1- (2-amino-l-oxopropyl)-2, 4-dihydroxy-5- (hydroxymethyl) -3- 

pyrrolidinyl)-, phenylmethyl ester, (2R- (1 <RM , 2a, 3a, 4B, 5 
a]]- (9CI) (CA INDEX NAME) 
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(preparation of) 
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CN 2, 4-Pyrrolidinediol, 3-araino-l- (2-amino-l-oxopropyl) -5- (hydroxymethyl ) -, 
dihydrochloride, [2R- [ 1 (R* ) , 2o, 3a, 4B, 5a)) - (9CI) 
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chain nodes : 
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ring nodes : 

1 2 3 4 5 

chain bonds : 

1-8 2-6 6-7 8-9 8-11 9-10 9-13 

ring bonds : 

1-2 1-5 2-3 3-4 4-5 

exact /norm bonds : 
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exact bonds : 
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AB Enantiomerically pure (-)- and (+) -7- (tert-butoxycarbonyl) -5, 6-exo- 

isopropylidenedioxy-7-azabicyclo[2.2 . 1) heptan-2-ones, I and II, resp., 
were prepared I and II were converted into D- and 

L-2, 3-trans-3, 4-cis-4, 5- 

trans-N- (tert-butoxycarbonyl) -5-hydroxymethyl-3, 4- 

isopropylidenedioxyprolines. III and IV, resp. Applying the Boc and Fmoc 
strategies of peptide synthesis, these compds. were used to construct two 
tripeptides. For example. III was incorporated into peptide synthesis to 
give tripeptide V. 

IT 7261B2-2B-SP 
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(asym. preparation of (dihydroxy) hydroxymethylproline and its 

incorporation 
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OTHER SOURCE(S): MAR PAT 138:331666 

AB The present invention relates a method for re-sensitizing vancomycin 
resistant Gram-pos. bacteria in which resistance results from the 
conversion of an amide bond to an ester bond in the cell wall peptide 
precursors of the bacteria which comprises using an antibacterial amount 

of 

vancomycin or a homolog of vancomycin and an amount of an agent 
effective to 

selectively cleave the ester bond to thereby re-sensitize vancomycin 
resistant bacteria. 
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(re-sensitizing vancomycin resistant Gram-pos. bacteria using agents 
which selectively cleave ester bond of D-Ala-D-Lac cell wall 
depsipeptide) 
RN 518012-31-2 CAPLUS 

CN 2-Pyrrolidinemethanol, 1- ( (2S) -2-amino-l-oxopropyl] -, (2S)- (9CI) (CA 
INDEX NAME) 
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Pathogenic enterococci are becoming resistant to currently available 
antibiotics, including vancomycin, the drug of last resort for Gram-pos. 
infections. Enterococci pose a significant public health threat, not 
least because of the risk of transferring vancomycin resistance to the 
ubiquitous Staphylococcus aureus. Vancomycin resistance is manifested by 
cell wall peptidoglycan precursors with altered termini that cannot bind 
the antibiotic. Small mols. with well-oriented nucleophile-electrophile 
assembly and complementary chirality to the peptidoglycan termini were 
identified as catalytic and selective cleavers of the peptidoglycan 
precursor depsipeptide . These mols. were tested in combination with 
vancomycin and were found to re-sensitize vancomycin-resistant bacteria 

to 

the antibiotic. 
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Several representative 3, 4, 8-trisubstituted 
1, 4-diazabicyclo[ 3.4.0] nonan-2- 

ones have been prepared employing solid phase methodologies. 
Elaboration of 

a 4-hydroxyproline derivative with a 15N-amino acid derivative allowed 
convenient 

monitoring of the reaction sequence on solid support by gel-phase 15N 

KMR. 

An intraraol. Mitsunobu cyclization provided the desired heterocycle, 

which 

could be further functionalized at the 4-position. This synthetic method 
is facile, general, and suitable for the construction of large libraries 
of compds. for biol. assays. 
IT 200623-22-9DP, resin-bound 
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AB 2, 4-Diamino-2, 4-didooxy-L-arabinose derivs. were prepared from benzyl 
2- (benzyloxycarbonyl)amino-2-deoxy-B-D-glucofuranoside by a series of 
known reactions. Among the compds. prepared is furanoid prumycin I. 
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CN Carbamic acid, 

(1- (2-amino-l-oxopropyl) -2, 4-dihydroxy-5- (hydroxymethyl) -3- 

pyrrolidinyl}-, phenylmethyl ester, J 2R- [ 1 (R*) , 2a, 3a, 4B, 5 
a] |- (9CI) (CA INDEX NAME) 
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RL: SPN (Synthetic preparation); PREP (Preparation) 
(preparation of) 
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CN 2, 4-Pyrrolidinediol, 3-amino-l- (2-amino-l-oxopropyl) -5- (hydroxymethyl) -, 
dihydrochloride, [2R- 1 1 (R* ) , 2a, 3a, 4p, So) ) * (9CI) 



